
(3-(4-fluorophenyl)(lH-indazol-5-yl))-N-(phenylmethoxy)carboxamide; 
3-(4-fluorophenyl)-lH-indazole-5-carbohydroxamic acid; 

N-((tert-butoxy)carbonylamino) (3-(4-fluorophenyl) (lH-indazol-5-yl))carboxamide; 
N-amino(3-(4-fluorophenyl)( 1 H-indazol-5-yl))carboxamide; 
methyl-3-benzo(B)thiophen-2-yl- 1 H-indazole-5-carboxylate; 
3-benzo(B)thiophen-2-yl- lH-indazole-5-carboxylic acid; 
or a pharmaceutically acceptable salt thereof. ____ — 



REMARKS 

Claims 5, 6, 10-20, 22-69 and 71-1 17 are presently pending, claims 22-69, 75-84, 86 
and 87 having been withdrawn from consideration as being drawn to a non-elected group. 
Claims 5, 6, 10-20, 71-74 and 85 have been amended to recite particular embodiments of 
the invention. New claims 88-1 17 have been added, which read on elected group I. No new 
matter has been added. Claims 1-4, 7-9, 21 and 70 have been canceled without prejudice. 
Applicants fully reserve their right to prosecute the subject matter of any canceled claim in 
one or more continuation, continuation-in-part or divisional applications. 

Applicants affirm the election made with traverse on April 23, 2002 to prosecute the 
invention of Group I, Claims 1-21, 70-74 and 85. 

Claims 5, 6, 10-12, 14-20, 71-74 and 85 were merely objected to as being dependent 
upon a rejected base claim, but were found to be allowable if rewritten in independent form 
including all of the limitations of the base claim and any intervening claims. Amended 
claims 5, 6, 10-12, 14-20, 71-74 and 85 have been rewritten in independent form including 
all of the limitations of the base claim and any intervening claims. In addition, claim 73 has 
been amended to remove the extra period at the end of the sentence. 

New claims 88-105 are dependent claims reciting compositions comprising a 
compound of the currently pending claims and a pharmaceutically acceptable carrier. 

New claims 106-1 16 are dependent claims reciting specific compounds 
encompassed by the independent claim from which each depends, and new claim 1 1 7 is an 
independent claim reciting other specific compounds. All compounds recited in dependent 
claims 106-1 16 and independent claim 1 17 are found in the specification as filed and read 
on elected group I. Support for the amended and new claims can be found in Table 1, 
below. 
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Table 1: Support for Amended and New Claims 



Claim Number 


Support 


5 


page 8, line 2; claim 5 as filed 


6 


page 8, line 2; claim 6 as filed 


10 


page 8, line 5; claim 10 as filed 


11 


page 8, line 5; claim 1 1 as filed 


12 


page 8, line 6; claim 12 as filed 


13 


page 8, line 7; claim 13 as filed 


14 


page 8, line 5; claim 14 as filed 


15 


page 8, lines 20-21; claim 15 as filed 


16 


page 8, lines 20-21; claim 16 as filed 


17 


page 8, lines 20-21; claim 17 as filed 


18 


page 9, lines 30-34; claim 18 as filed 


19 


page 9, line 18; claim 19 as filed 


20 


page 8, line 20 (R 4 is heterocycle); page 11, 
line 10 (heterocycle includes heteroaryl); 
page iu, line jj ^neierudryi includes 
imidazole); claim 20 as filed 


71 


page 9, lines 23-24; claim 71 as filed 


72 


page 9, line 29; claim 72 as filed 


73 


noop Q linp 90-94* rOaim T\ cic filp*H 
jjdgc 37, line z.u-z*+, cidim / j do llieu 


74 


nacre 0 linpQ 9^-90* rlsnm 1A fi1f»H 

JJdgG J7, llllCo Z,\J-Z,7, Cldllll /*T do 111CU 


85 


r^acrf* 0 linec ^O-^A* v\c\ rr*=* 10 lin^c 
pcigC ^ 5 lllieo JV/~J*t, pd^C lv, llllCb 1-5 9 

claim 85 as filed 


88-105 


page 6, lines 29-32; claim 21 as filed 


106 


page 143, Example 159 


1 07 


page 81, Example 73; page 87, Example 
82; pages 100-101, Examples 102-103; 
page 133, Example 148; page 195, 
Example 218 
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fijiim "Mi ltn r^f^t* 


ouppor L 


1 no 


page /8, Example 68; pages 84-87, 




Examples 76-81; pages 88-99, Examples 




83-101; page 102, Example 105; pages 




103-105, Examples 107-109; page 107 5 




T -1 -1 _ - 111 11 ^ 1 AA 1 1 A 

Examples 111-112; pages 109-1 10, 




T7,,«— .—.1 ™ rt 1 1 r 11 /T . 1 O "> 1 ^ ^7 

Examples 1 15-1 16; pages 133-137, 




T7, rnu *«1 An 1 /I O 1 f 1 . _ 1 o A 1 /I ^ 

Examples 148-151; pages 139-142, 




Examples 154-158; page 144, Example 




160; page 200, Example 223; page 208, 




Example 232; page 210, Example 234; 




pages 264-269, Examples 276-282; page 




273, Example 287; pages 276-281, 




Examples 290-295; page 285, Example 




300; pages 316-328, Examples 334-356; 




page 335, Example 362; page 361, 




Example 385; pages 372-375, Examples 




400-404; pages 376-378, Examples 406- 




hu/, page jou, Jixampie *fiu, pages jyj- 




jyj , r2/Xampies h-zz-'OU 


1 no 


pages 43-49, Examples 13-20; pages 59- 


- 


60, Examples 38-41; pages 61-75, 




examples 4J-oz, pages /o-/ /, Examples 




65-67; page 106, Example 110 


110 


pages 75-76, Examples 63-64 
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Claim Number 


Support 


111 


pages 38-39, Examples 5-8; page 42, 
Examples 11-12; page 80, Example 72; 
page 83, Example 75; pages 113-115, 
Examples 120-123; pages 116-117, 
Examples 125-126; pages 118-120, 
Examples 128-131; pages 128-129, 
Examples 141-142; pages 190-191, 
Examples 212-214; pages 204-205, 
Examples 227-228; page 209, Example 
233; page 210, Example 235; page 336, 
Example 363 


112 


pages 120-127, Examples 132-140; page 
130-132, Examples 143-147 


113 


pages 56-58, Examples 33-37; page 198, 
Example 221; page 261, Example 274; 
pages 269-270, Examples 283-284; page 
304, Example 322; pages 306-307, 
Examples 324-326; page 337, Example 
364; page 387, Example 421 
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Claim Number 


Support 


114 


page 79, Example 70; pages 111-113, 
Examples 117-119; page 116, Example 
124; pages 164-189, Examples 181-211; 
page 192, Example 215; page 195, 
Example 217; pages 213-216, Examples 
238-240; pages 218-260, Examples 242- 
273; page 263, Example 275; pages 274- 
275, Examples 288-289; pages 282-284, 
Examples 296-299; pages 286-303, 
Examples 301-321; pages 304-315, 
Examples 322-333; pages 329-334, 
Examples 357-361; page 338, Example 
365; page 346, Example 371; pages 350- 
360, Examples 373-384; pages 362-371, 
Examples 386-399; page 376, Example 
405; pages 378-379, Examples 408-409; 
pages 381-387, Examples 41 1-420; pages 
388-392, Examples 422-426 


115 


page 78, Example 69; pages 145-163, 
Examples 161-180; page 193, Example 
216; pages 196-197, Examples 219-220; 
page 199, Example 222; pages 201-203, 
Examples 224-226; pages 206-207, 
Examples 229-231; pages 211-212, 
Examples 236-237; page 217, Example 
241, pages 2/1-2 /2, bxamples 285-256; 
page 348, Example 372 


116 


page 80, Example 71 
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Claim Number 


Support 


117 


page 40, Example 10; page 61, Example 
42; page 83, Example 74; page 102, 
iixampie lu^t, page iuj, nxampie iuo, 
page 108, Examples 113-114; pages 138- 
139, Examples 152-153 



I. The Rejections Under 35 U.S.C. § 102(a) 

Claims 1-4, 7-9, 13, 21 and 70 have been rejected under 35 U.S.C. § 102(a) as being 
allegedly anticipated by U.S. Patent No. 5,985,867 to Rodgers et al. (the m 867 patent"); 
Boehm et al. (2000) Journal of Medicinal Chemistry 43:2664-2674 ("Boehm"); Kawakami 
et al. (2000) Organic Letters 2:413-415 ("Kawakami"); Patel et al. (1999) Bioorganic and 
Medicinal Chemistry Letters 9:3217-3220 ("Patel"); and U.K. Patent Publication No. 
2,345,486 to Carter et al. ("Carter") for allegedly disclosing compounds embraced by the 
present claims. 

Claims 1-4, 7-9, 21 and 70 have been canceled without prejudice. Thus, in view of 
their cancellation, it is believed that the rejection of claims 1-4, 7-9, 21 and 70 under 35 
U.S.C. § 102(a) is moot, and should be withdrawn. 

Claim 13 has been rewritten in independent form to include all of the limitations of 
claim 1. In particular, amended claim 13 recites compounds wherein R 2 is -(CH 2 ) 6 NR 5 R 6 . 
None of the '867 patent, Boehm, Kawakami, Patel or Carter discloses a compound falling 
within the scope of amended claim 13. 

The compounds disclosed in the '867 patent (formula I, column 3, lines 46-69) 
possess a seven-membered cyclic urea that is substituted with six groups. The class of 
compounds encompassed by amended claim 13 allow for R 5 or R 6 to be optionally 
substituted with only one to four substituents. Thus, the '867 patent does not disclose every 
element of amended claim 1 3 . 

Patel discloses compounds that fall within the class disclosed in the f 867 patent. 
Therefore, Patel does not anticipate amended claim 13 for the same reason that the f 867 
patent does not. 

The compounds of Boehm do not have a -(CH 2 ) 6 NR 5 R 6 group and, accordingly, do 
not fall within the scope of amended claim 13. 
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The compounds of Kawakami (in particular, 5-nitro-3-(4-nitrophenyl)benzopyrazole 
at page 415, column 2), have a nitro group at R 2 and, accordingly, do not fall within the 
scope of amended claim 13. 

The compounds of Carter lack an -A-Rj group and, accordingly, are not within the 
scope of amended claim 13. 

Thus, in view of the above discussion, it is believed that none of the '867 patent, 
Boehm, Kawakami, Patel and Carter discloses compounds that fall within the scope of 
amended claim 13. Therefore, the rejection of claim 13 under 35 U.S.C. § 102(a) has been 
overcome, and should be withdrawn. 

II. The Rejections Under 35 U.S.C. 8 102(b) 

Claims 1-4, 7-9, 21 and 70 have been rejected under 35 U.S.C. § 102(b) as being 
allegedly anticipated by U.S. Patent No. 3,541,1 10 to Bell et al.; Vasilevsky et al. (1996) 
Chem Abstracts 125:1 14539; Andronati et al. (1995) Chem Abstracts 122:314528; Buck et 
al. (1994) Chem Abstracts 120:299030; Rickinger et al. (1992) Chem Abstracts 
1 16:2355099; Grayshan et al. (1990) Chem Abstracts 1 12:216936; Fujimara et al. (1987) 
Chem Abstracts 107:198159; Wrzeciono et al. (1985) Chem Abstracts 103:123405; Jones et 
al. (1984) Chem Abstracts 100:51503; Pfoertner et al. (1982) Chem Abstracts 97:72295; 
Arya et al. (1978) Chem Abstracts 88:37692; Fujimara et al. (1976) Chem Abstracts 
84:31053; Walser et al. (1975) Chem Abstracts 83:164108; and Horner et al. (1969) Chem 
Abstracts 70:77962. 

Claims 1-4, 7-9, 21 and 70 have been canceled without prejudice. Thus, in view of 
their cancellation, it is believed that the rejection of claims 1-4, 7-9, 21 and 70 under 35 
U.S.C. § 102(b) has been rendered moot. 

III. The Rejections Under 35 U.S.C. § 103(a) 

Claims 1-4, 7-9 and 21 have been rejected under 35 U.S.C. § 103(a) as being 
allegedly obvious over the '1 10 patent and the '867 patent, each taken alone. 

As stated above, claims 1-4, 7-9 and 21 have been canceled without prejudice. 
Thus, in view of their cancellation, it is believed that the rejection of claims 1-4, 7-9 and 21 
under 35 U.S.C. § 103(a) has been rendered moot. 
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Conclusion 



Applicants respectfully request that the present amendments be entered and the 
present remarks be made of record in the file history of the present application. An early 
allowance of the application is earnestly requested. The Examiner is invited to call the 
undersigned with any questions concerning the foregoing. 

Applicants believe that the only fees due are those for the amendments, extension of 
time (3 months) and filing of the information disclosure statement, however, in the event 
any additional fee is required, please charge the required fee to Pennie & Edmonds LLP 
Deposit Account No. 16-1 150. 



Respectfully submitted, 



Date October 3, 2002 




Anthony M. Insogna 



(Reg. No.) 



PENNIE & EDMONDS llp 
1155 Avenue of the Americas 
New York, New York 10036-271 1 
(212) 790-9090 



Enclosures 
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EXHIBIT A 



U.S. PATENT APPLICATION SERIAL NO. 09/910,950 
MARKED UP VERSION OF ALL AMENDED CLAIMS 



5. (Amended) [The] A compound [of claim 1 wherein A is -(CH 2 ) A CH=CH(CH 2 ) C -] 
having the structure: 



or a pharmaceuticals acceptable salt thereof, wherein : 
A is -(CH ^ CH^CHf CH^ 

R t is aryl. heteroarvl or heterocvcle fused to phenyl, each being optionally 

substituted with one to four substituents independently selected from 



R 2 is -R„ -R,. -(CH ^ Cr-O^R . . -rcH 2 ycr=o^oR g . -rCH,VC(-O^NR cR,. 

-(CHA cr=owR /CH, m=om^ -rcHA NR X(=om, . 

r £CH^NR, C(-Q)NR.R 7 , -fCHA NR< R.. -rCHQ .OR. , -rCH 2 ySO,R 5 
or -(CH 2 ySQ 2 NR 5 R. ; 
a is L 2. 3. 4. 5 or 6: 

b and c are the same or different and at each occurrence independently 

selected from 0, 1. 2. 3 or 4: 
d is at each occurrence 0. 1 or 2: 

R^ is at each occurrence independently halogen, hydroxy, carboxv. alkyL 
alkoxy. haloalkvh acvloxv. thioalkyl. sulfinvlalkyl. sulfonvlalkvl. 
hvdroxvalkvl. arvl. substituted aryl. arylalkyl. substituted arvlalkvl. 
heterocvcle. substituted heterocvcle. heterocvclealkvl. substituted 
heterocvclealkvl. -C(=Q)ORo. -CrK^Ro. -CrOWR ? R^ - 
CrK^NRgOR.. -SQ 2 NR g Rn . -NR,SQ 2 Rn . -CN. -NO , . -NR^ R.. - 
NR g C(=Q)Ro. -NR Q Cr-Q)rCH 2 yOR.. -NR g a=OYCH 2 ^R.. 
-OfCFU^NRg Ro . or heterocvcle fused to phenyl: 



H 
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R, is alkvL arvL arvlalkvl. heterocvcle or heterocvclealkvl. each being 

optionally substituted with one to four substituents independently 
selected from R 3 . or R,, is halogen or hydroxy; 

R 5 . R^ and R ^ are the same or different and at each occurrence independently 
hydrogen, alkyl. aryl. arvlalkvl. heterocvcle or heterocvclealkvl. 
wherein each of R 5 . R^ and R 7 are optionally substituted with one to 
four substituents independently selected from R 3 ; and 

R ? and Ro are the same or different and at each occurrence independently 

hydrogen. alkyl. aryl. arvlalkvl. heterocvcle. or heterocvclealkvl. or Rf 
and R^ taken together with the atom or atoms to which they are 
bonded form a heterocvcle. wherein each of R Q . R^ and R 8 and R, 
taken together to form a heterocvcle are optionally substituted with 
one to four substituents independently selected from R 3 . 

6. (Amended) [The] A compound [of claim 1 wherein A is -(CH 2 ) A C=C(CH 2 ) C -] 
having the structure: 



H 




or a pharmaceutical^ acceptable salt thereof, wherein: • 
A is -(CH 2 yC^C(CH 2 V; 

R t is aryl. heteroaryl or heterocvcle fused to phenyl, each being optionally 

substituted with one to four substituents independently selected from 

R 2 is -R, . -R,. -fCH ? VC(=C»R < . -(CH ^ C(=Q)OR < . -(CH , yC(=Q)NR< R,. 

-(CH,) A C(=0)NR ,(CH,) .Cr=Q)R.. -rCH0 .NR < C(=O)R, . 

-(CH 2 \NR« Cr=OWR f R, . -rCH O,NR 5 R f . -(CH . yOR . . -(CH ,),.SO f , R< 

oj-£CH 2 } A S0 2 NR 5 R 6; 
a is 1. 2. 3. 4. 5 or 6: 



-50- 



NY2 - 13251 12.1 



b and c are the same or different and at each occurrence independently 

selected from 0. 1 . 2, 3 or 4: 
d is at each occurrence 0, 1 or 2; 

R 3 is at each occurrence independently halogen, hydroxy, carboxv, alkvl. 
alkoxv, haloalkvL acvloxv, thioalkvl, sulfinvlalkvL sulfonylalkvL 
hydroxvalkvL arvL substituted arvL arvlalkvL substituted arvlalkvL 
heterocvcle, substituted heterocycle, heterocyclealkyL substituted 
heterocyclealkyL -CfK^ORg, -Cf=C»R B , -Cf OWRy Rn. 
-C^O^NRgOR., -S(XNR s Ro , -NRgSO .R. , -CK -NQ 2 , -NR s R^ 
-NR gCM^Rn, -NR 0 C(=0¥CH 2 ^0R 9 , -NR g Cr-Q)(CH 2 yR^ 
-(XCH^NRg R^ , or heterocycle fused to phenyl: 

R 1 is alkvl, arvL arvlalkvL heterocvcle or heterocyclealkyL each being 

optionally substituted with one to four substituents independently 
selected from R 3 , or R 4 is halogen or hydroxy; 

R 5 , R^ and R 7 are the same or different and at each occurrence independently 
hydrogen, alkvl. arvL arvlalkvL heterocycle or heterocyclealkyL 
wherein each of R 5 , R^ and_R 7 are optionally substituted with one to 
four substituents independently selected from R 3 ; and 

R B and Ro are the same or different and at each occurrence independently 

hydrogen. alkvL arvL arylalkyL heterocycle, or heterocyclealkyL or R, 
and Ro taken together with the atom or atoms to which they are 
bonded form a heterocycle, wherein each of R g . R^, and R 8 and R, 
taken together to form a heterocvcle are optidtially substituted with 
one to four substituents independently selected from R 3 . 



10. (Amended) [The] A compound [of claim 1 wherein R 2 is -(CH 2 ) A C(=0)R 5 ] 



having the structure: 



H 




Ri 
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or a pharmaceutical^ acceptable salt thereof, wherein: 

A is a direct bond. -fCH , y. -(CH , VCH=CH(CH 2 y. or -(CH , VC=CrCH 2 y: 
R { is arvl. heteroaryl or heterocycle fused to phenyl, each being optionally 

substituted with one to four substituents independently selected from 

' R 2 is -(CH 2 ), CfO)R 5; 
a is 1. 2. 3. 4. 5 or 6; 

b and c are the same or different and at each occurrence independently 

selected from 0, 1. 2. 3 or 4; 
d is at each occurrence 0, 1 or 2: 

R 3 is at each occurrence independently halogen, hydroxy, carboxv. alkvl. 
alkoxv. haloalkyl. acvloxy. thioalkyl. sulfinylalkvl. sulfonvlalkvl. 
hydroxvalkyl. aryl. substituted arvl. arylalkvl. substituted arvlalkvl. 
heterocycle. substituted heterocycle. heterocyclealkvl. substituted 
heterocyclealkvl. -C(=Q)OR P . -C(=Q)R P . -CfC»NR 9 R,. - 
C(-Q)NR ? OR.. -SQ 2 NR ? R. . -NR g SQ 2 R> . -CN. -NQ 2 . -NR, R.. - 
NR P Cf=C0R.. -NR.C^OVCH .yORo . -NR,C(=OYCH 2 yR.. 
-OfCH^NR gRo . or heterocycle fused to phenyl; 

R A is alkvl. arvl. arvlalkvl. heterocycle or heterocyclealkvl. each being 

optionally substituted with one to four substituents independently 
selected from R ? . or R^ is halogen or hydroxy? 

R< . R^ and R 7 are the same or different and at each occurrence independently 
hydrogen, alkvl. arvl. arylalkvl. heterocycle or heterocyclealkvl. 
wherein each of R 5 , R^ and R 7 are optionally substituted with one to four substituents 
independently selected from R 3 ; and 

R 8 and Ro are the same or different and at each occurrence independently 

hydrogen, alkvl. arvl. arvlalkvl. heterocycle. or heterocyclealkvl. or R< 
and Ro taken together with the atom or atoms to which they are 
bonded form a heterocycle. wherein each of R^ R , , and R 8 and Ro 
taken together to form a heterocycle are optionally substituted with 
one to four substituents independently selected from R : . 
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1 1 . (Amended) [The] A compound [of claim 1 wherein R 2 is -(CH 2 ) 6 C(=0)NR 5 R 6 ] 

having the structure: 




or a pharmaceuticals acceptable salt thereof, wherein: 

A is a direct bond, -(CH , y. -rCH 2 yCH=CHfCH , y, or -fCH ? VC=aCH 2 y : 
R t is arvl, heteroarvl or heterocvcle fused to phenyl, each being optionally 

substituted with one to four substituents independently selected from 

R 2 is -(CH ? \Cr=Q)NR. R^ ; 
a is 1, 2, 3, 4, 5 or 6; 

b and c are the same or different and at each occurrence independently 

selected from 0, 1. 2, 3 or 4: 
d is at each occurrence 0, 1 or 2: 

R^ is at each occurrence independently halogen, hydroxy, carboxv, alkvl, 
alkoxv, haloalkvl, acyloxv, thioalkyl, sulfinvlallcvL sulfonylalkvl, 
hvdroxyalkyl, aryl, substituted aryl, arylalkyl, substituted arvlalkvl. 
heterocycle, substituted heterocycle, heterocyclealkyl, substituted 
heterocvclealkvl, -C(=C»ORo, -C(=0)Rp. -CfOYNRg Rn, 
-Cr=Q)NR ? ORn, -S0 2 NR ? R. , -NR 8 SQ 2 R. , -CN, -NQ 2 , -NR E R.. 
-NR oCr^R., -NR P Cr=Q¥CH 2 yOR Q , -NR P Cr=Q¥CHA R^ 
-OrCH 2 )^NR P Rn , or heterocvcle fused to phenyl: 

R^ is alkvl, arvl, arvlalkvl, heterocvcle or heterocvclealkvl, each being 

optionally substituted with one to four substituents independently 
selected from R ? , or R^ is halogen or hydroxy: 

R 5 , R ^ and R 7 are the same or different and at each occurrence independently 
hydrogen, alkvl, arvl, arvlalkvl, heterocvcle or heterocvclealkvl, 
wherein each of R 5 , R^ and R 7 are optionally substituted with one to 
four substituents independently selected from R ? : and 
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R 8 and Ro are the same or different and at each occurrence independently 

hydrogen. alkvL arvl. arvlalkyl. heterocycle. or heterocyclealkyl. or R, 
and taken together with the atom or atoms to which they are 
bonded form a heterocycle. wherein each of R g . Ro. and R g and Ro 
taken together to form a heterocycle are optionally substituted with 
one to four substituents independently selected from R 3 . 

12. (Amended) [The] A compound [of claim 1 wherein R 2 is -(CH 2 ) A NR 5 C(=0)R 6 ] 

having the structure: 

H 



or a pharmaceuticals acceptable salt thereof, wherein: 

A is a direct bond. -(CH , y -(CH , yCH=CHrCH 2 y. or -fCH 2 yC^C(CH 2 y : 
R, is aryl. heteroarvl or heterocycle fused to phenyl, each being optionally 

substituted with one to four substituents independently selected from 

R 2 is -fCH .^NR. C^O^R, 
a is 1. 2. 3. 4. 5 or 6; 

b and c are the same or different and at each occurrence independently 

selected from 0. 1. 2. 3 or 4: 
d is at each occurrence 0. 1 or 2; 

R 3 is at each occurrence independently halogen, hydroxy, carboxy. alkyl. 
alkoxy. haloalkyl. acyloxy. thioalkyl. sulfinylalkyl. sulfonvlalkyl. 
hydroxyalkyl. arvl, substituted aryl. arylalkvl. substituted arylalkyl. 
heterocycle. substituted heterocycle. heterocyclealkyl substituted 
heterocyclealkyl. -CCKytOR,. -Cf=Q)R<, -CrO^NR^R. . - 
C(=CT}NR g ORo. -SQ 2 NR 8 Ro , -NR ? SQ 2 R^ . -CN. -NO , . -NR S R>. - 
NR ,C(K»R«, -NR,C(-OUCH AOR. . -NR Q C(=Q¥CH ^R,. 
-Q(CH 2 )^NR 9 Ro . or heterocycle fused to phenyl: 
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is alkvl, arvl, arylalkvl, heterocvcle or heterocvclealkyl, each being 
optionally substituted with one to four substituents independently 
selected from R 3 , or R,, is halogen or hydroxy; 

R 5 . and are the same or different and at each occurrence independently 
hydrogen, alkvl, arvl, arylalkvl, heterocvcle or heterocvclealkyl, 
wherein each of R 5 , R^ and R 7 are optionally substituted with one to 
four substituents independently selected from R 3 ; and 

R 8 and R o are the same or different and at each occurrence independently 

hydrogen, alkvl, arvl, arylalkvl, heterocvcle, or heterocvclealkyl, or R, 
and Ro taken together with the atom or atoms to which they are 
bonded form a heterocvcle, wherein each of R 8 , R^, and R 8 and R^ 
taken together to form a heterocvcle are optionally substituted with 
one to four substituents independently selected from R 3 . 

13. (Amended) [The] A compound [of claim 1 wherein R 2 is -(CH^NRsRJ having 

the structure: 

H 




or a pharmaceuticals acceptable salt thereof, wherein: 

A is a direct bond, -(CH , y. -rCHACH=CH(CH,y, or -(CH , yC=C(CH, y : 
R, is arvl, heteroarvl or heterocvcle fused to phenyl, each being optionally 

substituted with one to four substituents independently selected from 

E 2 is -(CH^NR^. 
a is 1, 2, 3, 4, 5 or 6: 

b and c are the same or different and at each occurrence independently 

selected from 0, 1, 2, 3 or 4; 
d is at each occurrence 0, 1 or 2; 

R 3 is at each occurrence independently halogen, hydroxy, carboxv, alkyl, 
alkoxv, haloalkvl, acyloxv, thioalkvl, sulfinvlalkvl, sulfonylalkyl, 
hvdroxvalkvl, arvl, substituted arvl, arylalkyl, substituted arvlalkyl. 
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heterocvcle. substituted heterocvcle, heterocvclealkvL substituted 
heterocvclealkvL -Cr^O^OR^ -C(=Q)R 9 , -C(CT>NR g Rn. - 
Cr=Q)NR ? OR^ -SQ 2 NR 8 R. , -NR 8 SO,R. , -CN, -NO, -NR B R^. - 
NR 0 Cf=O^R^ -NR Q C(=OYCH AOR. , -NR^a=OYCH ? yRn. 
-OrCH 2 ) 6 NR 8 Ro , or heterocvcle fused to phenyl; 

R,i is alkvL arvL arvlalkvL heterocvcle or heterocvclealkvL each being 

optionally substituted with one to four substituents independently 
selected from R 2 , or R^ is halogen or hydroxy: 

R ^ R^ and R 7 are the same or different and at each occurrence independently 
hydrogen, alkvL arvL arvlalkvL heterocvcle or heterocvclealkvL 
wherein each of R 5 , R^ and R 7 are optionally substituted with one to 
four substituents independently selected from R ? ; and 

R 8 and Ro are the same or different and at each occurrence independently 

hydrogen, alkvL arvL arvlalkvL heterocvcle. or heterocvclealkvL or R ? 
and Ro taken together with the atom or atoms to which thev are 
bonded form a heterocvcle, wherein each of R g . R». and R 6 and R, 
taken together to form a heterocvcle are optionally substituted with 
one to four substituents independently selected from R ? . 

14. (Amended) [The] A compound [of claim 1 wherein R 2 is R 4 ] having the structure: 



H 




or a pharmaceutical ly acceptable salt thereof, wherein: 

A is a direct bond, -(CH ,)„-, -(CHA CH^CHfCH O.-. or -(CH^CgCfCHJ^ 
R, is arvL heteroaryl or heterocvcle fused to phenyl, each being optionally 

substituted with one to four substituents independently selected from 

R 2 is R 1 ; 
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a is 1. 2. 3, 4, 5 or 6; 

b and c are the same or different and at each occurrence independently 

selected from 0, 1 . 2. 3 or 4; 
d is at each occurrence 0, 1 or 2; 

R 3 is at each occurrence independently halogen, hydroxy, carboxv. alkvl. 
alkoxv. haloalkvl. acvloxv. thioalkvl. sulfinvlalkvL sulfonvlalkvl. 
hydroxyalkyl. aryl. substituted arvl. arylalkvL substituted arvlalkvL 
heterocycle. substituted heterocycle. heterocyclealkyl. substituted 
heterocyclealkyl. -C(=C»OR g . -Cf=Q)R g . -CfOYNR 9 R^. - 
C(=Q)NR 8 OR.. -SQ 2 NR s Ro . -NR 8 SQ 2 Ro . -CN. -NQ 2 . -NR B R.. 
-NRrCfK^R*. -NR g Cr=Q¥CH 2 \OR.. -NR P C(=0¥CH ,yR.. 
-OfCH^NRg R? , or heterocycle fused to phenyl; 

R^ is alkvl. arvL arylalkvL heterocycle or heterocyclealkyl. each being 

optionally substituted with one to four substituents independently 
selected from R ? . or R,, is halogen or hydroxy; 

R 5 . Rfr and R ^ are the same or different and at each occurrence independently 
hydrogen, alkvl. arvl. arylalkvL heterocycle or heterocyclealkyl. 
wherein each of R 5 . R ^ and R 7 are optionally substituted with one to 
four substituents independently selected from R 3 ; and 

R 8 and Ro are the same or different and at each occurrence independently 

hydrogen, alkvl. aryL arylalkvL heterocycle. or heterocvclealkvL or R, 
and Re taken together with the atom or atoms to which they are 
bonded form a heterocycle. wherein each of Rg. R^. and R 8 and R^ 
taken together to form a heterocycle are optionally substituted with 
one to four substituents independently selected from R 3 . 

15. (Amended) [The] A compound [of claim 14 wherein R 4 is substituted alkyl] 

having the structure: 
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or a pharmaceuticallv acceptable salt thereof, wherein: 

A is a direct bond. -(CH , y. -(CH 2 yCH=CH(CH 2 y, or -(CH 2 y>C(CH 2 y ; 
is arvK heteroarvl or heterocvcle fused to phenvL each being optionally 
substituted with one to four substituents independently selected from 

E2JSR4; 

a is 1. 2. 3, 4, 5 or 6; 

b and c are the same or different and at each occurrence independently 

selected from 0. 1, 2. 3 or 4; 
d is at each occurrence 0. 1 or 2; 

R 3 is at each occurrence independently halogen, hydroxy, carboxv. alkvl. 
alkoxv, haloalkvl. acvloxv. thioalkyl. sulfinylalkvL sulfonvlalkvl. 
hvdroxvalkvl. aryl. substituted aryl, arylalkvl. substituted arylalkvl. 
heterocycle. substituted heterocycle. heterocvclealkvl. substituted 
heterocvclealkvl. -Cf=OK)R,. -C(=Q)Rs. -CrO^NR.EL . - 
C(=0)NR P OR , . -SQ 2 NR 8 R» , -NR g SQ 2 R. . -CM -NO,. -NR 8 R^, - 
NR ,Cf=Cr>Rn. -NR g Cf=OYCH 2 yOR.. ■NR.Cr-OVCH .yR,. 
-O^H^NR^ Ro , or heterocvcle fused to phenyl; 
is substituted arylalkvl; 

R 5 , R^ and R 7 are the same or different and at each occurrence independently 
hydrogen, alkyL aryl. arylalkvl. heterocycle or heterocyclealkyl. 
wherein each of R 5 . R^ and R 7 are optionally substituted with one to 
four substituents independently selected from R 3 ; and 

Rft and Ro are the same or different and at each occurrence independently 

hydrogen, alkyl. aryl. arylalkvl, heterocycle, or heterocyclealkyl. or R< 
and Ro taken together with the atom or atoms to which they are 
bonded form a heterocycle, wherein each of R 8 , Ro. and R 8 and Ro 
taken together to form a heterocycle are optionally substituted with 
one to four substituents independently selected from R 3 . 

16. (Amended) [The] A compound [of claim 14 wherein R 4 is substituted arylalkyl] 

having the structure: 
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or a pharmaceuticallv acceptable salt thereof, wherein: 

A is a direct bond. -(CH ,) fl -. -(CH^CH=CHfCH , V. or -(CH . yC=C(CH 2 V: 
Ei is aryl. heteroarvl or heterocvcle fused to phenyl, each being optionally 

substituted with one to four substituents independently selected from 

R 2 is R, ; 

a is 1, 2, 3, 4, 5 or 6; 

b and c are the same or different and at each occurrence independently 

selected from 0, 1, 2. 3 or 4; 
d is at each occurrence 0. 1 or 2; 

R 3 is at each occurrence independently halogen, hydroxy, carboxv. alkyl. 
alkoxy. haloalkvl. acyloxy, thioalkyl. sulfinylalkvl. sulfonvlalkyl. 
hydroxyalkyl. aryl. substituted aryl, arylalkvl. substituted arvlalkvL 
heterocycle. substituted heterocycle, heterocyclealkyl. substituted 
heterocyclealkyl, -Cr=Q)OR g . -C(=Q)R ? , -C(0)NR 8 Ro, - 
C^CONRgOR.. -S0 2 NR ? R^ , -NR g S(X Ro , -CN. -NQ 2 . -NR^ R.. - 
NR»C(=C0R.. -NR 0 C(K)YCH AOR. . -NR 0 C^O¥CH 2 \R.. 
-OrCH 2 > ) 6 NR 8 Ro . or heterocycle fused to pherryl; 

R i is substituted alkyl; 

R g . and R -, are the same or different and at each occurrence independently 
hydrogen, alkyl. aryl. arylalkyl. heterocvcle or heterocyclealkyl, 
wherein each of R 5 . R^ and R 7 are optionally substituted with one to 
four substituents independently selected from R 3 ; and 

R ? and are the same or different and at each occurrence independently 

hydrogen, alkyl. aryl. arylalkyl. heterocycle. or heterocyclealkyl. or R, 
and R n taken together with the atom or atoms to which they are 
bonded form a heterocvcle, wherein each of R 8 . Ro, and R 8 and R^ 
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taken together to form a heterocycle are optionally substituted with 
one to four substituents independently selected from R 3 . 



1 7. (Amended) [The] A compound [of claim 14 wherein R 4 is substituted 

heterocycle] having the structure: 



H 




or a pharmaceutical^ acceptable salt thereof, wherein: 

A is a direct bond. -fCH 2 y. -(CH 2 VCH=CHfCH 2 y. or -(CH 2 \C=C(CU 2 \< 
R t is arvl. heteroaryl or heterocycle fused to phenyl, each being optionally 

substituted with one to four substituents independently selected from 

R, is R 1 ; 

a is L 2. 3, 4. 5 or 6: 

b and c are the same or different and at each occurrence independently 

selected from 0. 1. 2. 3 or 4: 
d is at each occurrence 0. 1 or 2: 

R„ is at each occurrence independently halogen, hydroxy, carboxv. alkvl. 
alkoxv. haloalkvl. acvloxv. thioalkvl. sulfinvlalkvl. sulfonvlalkvh 
hvdroxvalkvl. arvl substituted arvl. arvlalkyl. substituted arvlalkyl. 
heterocycle. substituted heterocycle. heterocvclealkvl. substituted 
heterocyclealkvl. -Cf^O^OR,. -C(=Q)R,, -C(C»NR 9 R.. - 
Cr-O^NRgOR.. -SQ 2 NR, R. . -NR ? SO ,Rn . -CN. -NQ 2 . -NR 0 R^. - 
NR ,C(Ky>R.. -NR 0 Cr=OVCH ,^OR. . -NRoCf=OYCH^ R^ 
-OrCH 2 ^NRg Ro . or heterocycle fused to phenyl: 

R^ is substituted heterocycle: 

R ^ R, and R „ are the same or different and at each occurrence independently 
hydrogen, alkvl. arvl. arvlalkyl. heterocycle or heterocyclealkyl. 
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wherein each of R 5 , R ^ and R 7 are optionally substituted with one to 
four substituents independently selected from R 3 ; and 

R 8 and are the same or different and at each occurrence independently 

hydrogen, alkyl. arvL arylalkyl. heterocycle, or heterocyclealkvl, or R, 
and Ro taken together with the atom or atoms to which they are 
bonded form a heterocycle, wherein each of R 8 , Ro, and R 8 and Rn 
taken together to form a heterocycle are optionally substituted with 
one to four substituents independently selected from R „. 



18. (Amended) [The] A compound [of claim 14 wherein R 4 is 3-triazolyl, optionally 

substituted at its 5-position with: 

(a) a C r C 4 straight or branched chain alkyl group optionally substituted 
with a hydroxyl, methylamino, dimethylamino or 1 -pyrrolidinyl group; or 

(b) a 2-pyrrolidinyl group] having the structure: 




or a pharmaceuticallv acceptable salt thereof, wherein: 

A is a direct bond, -(CH 2 y, -(CH . VCH^CHfCH . y^r -(CH 2 ^C^CrCH 2 V: 
R, is arvL heteroaryl or heterocycle fused to phenyl, each being optionally 

substituted with one to four substituents independently selected from 

R 2 is R,. 

a is 1, 2, 3. 4, 5 or 6: 

b and c are the same or different and at each occurrence independently 

selected from 0, 1 , 2, 3 or 4; 
d is at each occurrence 0, 1 or 2: 

R ? is at each occurrence independently halogen, hydroxy, carboxv, alkyl, 
alkoxy, haloalkyl, acyloxy, thioalkyl, sulfinvlalkyl, sulfonylalkyl. 



-61 - 



NY2 - 13251 12.1 



hydroxvalkvl. arvl. substituted arvl. arvlalkvl. substituted arvlalkvL 



heterocvcle. substituted heterocvcle. heterocyclealkyl. substituted 



heterocvclealkvl. -Cf^COOR,. -Cr=0)R 6 . -CfOYNRg Ro. 
-C(=Q)NR,OR.. -SQ 2 NR ft R. . -NRgSO .R. . -CN. -NQ 2 . -NR B Ro. 
-NR ^Cr-O^Rn, -NR g Cr=QyCH 2 yORo, -NR g C(=Q¥CH 2 yR, 
-OfCH^NRg Ro , or heterocvcle fused to phenyl: 
R^ is 3-triazolvl. optionally substituted at its 5-position with: 

(a) a C j -C, straight or branched chain alkyl group optionally substituted 
with a hydroxy!, methvlamino. dimethylamino or 1 -pyrrolidinvl group; or 

(b) a 2-pvrrolidinvl group; 

R 5 . and R 7 are the same or different and at each occurrence independently 
hydrogen. alkvl. arvl. arvlalkvl. heterocvcle or heterocvclealkvl, 
wherein each of R 5 , R^ and R 7 are optionally substituted with one to 
four substituents independently selected from R 3 : and 

R 8 and Ro are the same or different and at each occurrence independently 

hydrogen. alkvl. arvl. arvlalkvl. heterocvcle. or heterocvclealkvl. or R, 
and Ro taken together with the atom or atoms to which thev are 
bonded form a heterocvcle. wherein each of R g . Ro. and R 8 and Ro 
taken together to form a heterocvcle are optionally substituted with 
one to four substituents independently selected from R 3 . 



19. (Amended) [The] A compound [of claim 14 wherein R 4 is tetrazole] having the 

structure: •■• 



H 




or a pharmaceutical^ acceptable salt thereof, wherein: 

A is a direct bond. -fCH . y. -rCH ? yCH=CH(CH 2 y. or -(CH , yC = C(CH ,y: 
R, is arvl. heteroaryl or heterocvcle fused to phenyl, each being optionally 

substituted with one to four substituents independently selected from 

R 3 ; 
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R ? is R v 

a is 1,2, 3,4,5 or 6; 

b and c are the same or different and at each occurrence independently 

selected from 0, 1 , 2, 3 or 4; 
d is at each occurrence 0, 1 or 2; 

R 3 is at each occurrence independently halogen, hydroxy, carboxy, alkyl, 
alkoxy. haloalkyl, acyloxy, thioalkyl, sulfinvlalkvl, sulfonvlalkyL 
hydroxyalkyl, arvK substituted aryl, arylalkyl, substituted arylalkyl, 
heterocycle, substituted heterocycle, heterocyclealkvl, substituted 
heterocyclealkyl, -C(=0)OR p , -C(-Q)R S . -C(C»NR g R., - 
C(=Q)NR B OR^, -SQ 2 NR 6 R ^ -NR g SO ,R. , -CN, -NO ? , -NR B Rn, - 
NR ? C(=C»R., -NRftC^OYCH^OR^ -NR g C(=Q¥CH 2 yR., 
-OfCHO ^ NRg Ro , or heterocycle fused to phenyl; 

R^ is tetrazole; 

R 5 , R^ and R 7 are the same or different and at each occurrence independently 
hydrogen, alkyl, arvK arylalkyl, heterocycle or heterocyclealkyl, 
wherein each of R 5 , R^ and R 7 are optionally substituted with one to 
four substituents independently selected from R 3 : and 

R c and Ro are the same or different and at each occurrence independently 

hydrogen, alkyl, aryl, arylalkyl, heterocycle, or heterocyclealkyl, or R, 
and Ro taken together with the atom or atoms to which thev are 
bonded form a heterocycle, wherein each of R 8 , R,, and R 8 and Rp 
taken together to form a heterocycle are optionally substituted with 
one to four substituents independently selected from R 3 . 

20. (Amended) [The] A compound [of claim 14 wherein R 4 is imidazole] having the 

structure: 

H 




or a pharmaceutical^ acceptable salt thereof, wherein: 
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A is a direct bond, -(CH 2 y. -fCH 2 yCH=CH(CH 2 y, or -fCHACgC(CH 2 y: 
Ri is aryl, heteroarvl or heterocvcle fused to phenyl, each being optionally 

substituted with one to four substituents independently selected from 

R3I 
E2JSR4; 

a is 1, 2, 3. 4, 5 or 6; 

b and c are the same or different and at each occurrence independently 

selected from 0. 1, 2, 3 or 4; 
d is at each occurrence 0. 1 or 2: 

R ? is at each occurrence independently halogen, hydroxy, carboxv, alkvl, 
alkoxv, haloalkvl, acvloxv, thioalkvl, sulfinvlalkyl, sulfonvlalkvl. 
hydroxvalkyl. aryl, substituted aryl, arvlalkvL substituted arvlalkvL 
heterocvcle, substituted heterocvcle, heterocvclealkvl, substituted 
heterocvclealkvl. -Cf^O^ORg, -C(K))R ? , -CfOYNRg Ro. - 
C(=Q)NR,OR., -SQ 2 NR g R. , -NR 8 SQ 2 R „ -CN, -NQ 2 . -NR g R^ - 
NR P C(=(y>R., -NRoC^OVCH.yOR., -NR P C(=OVCH 2 ^R., 
-OfCH^ NRgRo , or heterocvcle fused to phenyl: 

R^ is imidazole; 

and R „ are the same or different and at each occurrence independently 
hydrogen, alkvl, arvL arvlalkvL heterocvcle or heterocvclealkvl, 
wherein each of R 5 , R^ and R 7 are optionally substituted with one to 
four substituents independently selected from R 3 :and 
R g and are the same or different and at each occurrence independently 

hydrogen, alkvl, arvl, arylalkvl, heterocvcle, or heterocvclealkvl, or R, 
and Rp taken together with the atom or atoms to which they are 
bonded 

form a heterocvcle, wherein each of R c , R^ and R 8 and R^ taken together to 
form a heterocvcle are optionally substituted with one to four substituents 
independently selected from R 3 . 

71 . (Amended) [The] A compound [of claim 1, wherein R 2 is -(CH 2 ) A C(=0)NR 5 R 6 , 
-(CH 2 ) /) NR 5 C(=0)R 6 , 3-triazolyl or 5-tetrazolyi, wherein b is 0] having the structure: 
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H 




or a pharmaceutical! v acceptable salt thereof, wherein: 

A is a direct bond. -fCH , y. -(CHACH=CHrCH 2 y. or -(CH^ Cs-CfCH^ 
R } is arvl. heteroarvl or heterocvcle fused to phenyl, each being optionally 

substituted with one to four substituents independently selected from 

R, is -(CH. yC^OWR cR ^ -(CH g VNRcCfK^R.. 3-triazolvl or 5-tetrazolvl . 
a is 1. 2. 3. 4. 5 or 6; 
b is 0: 

c is at each occurrence 0. 1 . 2. 3 or 4; 

d is at each occurrence 0. 1 or 2: 

is at each occurrence independently halogen, hydroxy, carboxy. alkvL 
alkoxy. haloalkvl. acyloxv. thioalkvl. sulfinylalkyl. sulfonvlalkvl. 
hydroxvalkyl. arvl. substituted arvh arylalkyl. substituted arylalkyl. 
heterocvcle. substituted heterocycle. heterocvclealkvl. substituted 
heterocyclealkyl. -Cr=010R g . -C(=Om,, -CrO)NR, R^. - 
Cr-O^NR^ORn. -SQ 2 NR 6 R. . -NR 8 SQ 2 Ro . -CN. -NO,. -NR 9 R.. - 
NR 0 C(=Q)Rn. -NR 0 C(-Q¥CH 2 ^OFL. -NR 0 Cr=Q¥CH,y R.. 
-Q(CH 2 ^NR 8 Rn . or heterocycle fused to phenyl: 

R^ is alkyl. arvl. arylalkyl. heterocycle or heterocyclealkyl. each being 

optionally substituted with one to four substituents independently 
selected from R 3 , or R,, is halogen or hydroxy; 

R ^ and R ^ are the same or different and at each occurrence independently 
hydrogen, alkyl. arvl. arylalkyl. heterocvcle or heterocyclealkyl. 
wherein each of R 5 , and R 7 are optionally substituted with one to 
four substituents independently selected from R 3 ; and 

R g and Ro are the same or different and at each occurrence independently 

hydrogen, alkyl. arvL arvlalkvK heterocvcle. or heterocyclealkyl. or R t 
and Re taken together with the atom or atoms to which they are 
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bonded form a heterocvcle. wherein each of R g , R^. and R s and 
taken together to form a heterocvcle are optionally substituted with 
one to four substituents independently selected from R 3 . 

72. (Amended) [The] A compound [of claim 1 5 wherein R 2 is 3-triazolyl or 5- 

tetrazolyl] having the structure: 



H 




or a pharmaceutical! v acceptable salt thereof, wherein: 

A is a direct bond, -(CH 2 y. -rCH 2 y CH=CH(CH 2 y. or -fCH 2 yC^CfCH 2 y: 
K\ is arvl. heteroarvl or heterocvcle fused to phenyl, each being optionally 

substituted with one to four substituents independently selected from 

R 2 is 3-triazolvl or 5-tetrazolvl . 
a is 1, 2. 3. 4. 5 or 6: 

b and c are the same or different and at each occurrence independently 

selected from 0. 1. 2. 3 or 4: 
d is at each occurrence 0, 1 or 2; 

Rt is at each occurrence independently halogen, hydroxy, carboxv. alkyl. 
alkoxv. haloalkvl. acvloxv. thioalkvl. sulfinvlalkvl. sulfonvlalkvl. 
hvdroxvalkvL arvl. substituted arvl arvlalkvl. substituted arvlalkvl. 
heterocvcle. substituted heterocvcle. heterocvclealkvl. substituted 
heterocvclealkvl. -Cf=CnOR ? . -Cf=Om P . -CrOYNRg R.. - 
Cf-O^NR^R.. -SO ^ NRg Rn . -NR g SQ 2 R. . -CN. -NQ 2 . -NR 8 R.. - 
NR Q C(=C»Rn. ■NRoCr-QyCH. yOR. . ■NR ff Cr=Q¥CH ,yR.. 
-OfCH 2 yNR 8 Ro . or heterocvcle fused to phenyl; 
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is alkvL arvh arvlalkvl, heterocvcle or heterocvclealkvL each being 
optionally substituted with one to four substituents independently 
selected from R 3 . or R i is halogen or hydroxy; 

R 5 . R ^ and R 7 are the same or different and at each occurrence independently 
hydrogen, alkvL aryh arvlalkvl heterocvcle or heterocyclealkvh 
wherein each of R 5 , R^ and R 7 are optionally substituted with one to 
four substituents independently selected from R 3 ; and 

R 9 and R p are the same or different and at each occurrence independently 

hydrogen, alkvl. arvL arylalkvL heterocvcle. or heterocvclealkvh or R, 
and Retaken together with the atom or atoms to which thev are 
bonded form a heterocvcle. wherein each of R^ Ro. and R B and Ra 
taken together to form a heterocvcle are optionally substituted with 
one to four substituents independently selected from R 3 . 

73. (Amended) [The] A compound [of claim 1, wherein: 

(a) -A-R, is phenyl, optionally substituted with one to four substituents 
independently selected from halogen, alkoxy, -NR 8 C(=0)R9 ? -C(=0)NR 8 R 9 , 

and -0(CH 2 ) i NR g R 9 wherein b is 2 or 3; and 

(b) R 2 is -(CH 2 ) 6 C(=0)NR 5 R 6 , -(CH^NRsC^O)!^, 3-triazolyl or 5- 
tetrazolyl, wherein b is 0.] having the structure: 



H 




or a pharmaceutically acceptable salt thereof, wherein: 

-A-R | is phenyl, optionally substituted with one to four substituents 
independently selected from halogen, alkoxy. -NR 0 Cf"0)R^ -C(=Q)NR 0 R^ 
and -Q(CH 2 ^NR 8 Ro wherein b is 2 or 3: 

R 2 is -(CH 2 yC(=Q)NR <R ^ -(CH 2 yNR < C(=Q)R^ 3-triazolyl or 5-tetrazolyl, 

wherein b is 0 

a is 4, 5 or 6; 
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c is at each occurrence 0, 1, 2, 3 or 4; 
d is at each occurrence 0, 1 or 2; 

R 3 is at each occurrence independently halogen, hydroxy, carboxv. alkvl. 
alkoxv, haloalkvl. acvloxv, thioalkvl, sulfinvlalkvL sulfonylalkvl, 
hydroxyalkvh arvL substituted arvK arylalkyl. substituted arylalkyl, 
heterocycle, substituted heterocycle, heterocvclealkyl. substituted 
heterocvclealkyl, -C(=0)OR g , -Cf=Q)R B , -CfOYNRs R^. - 
COOWRpORo, -SQ 2 NR g Ro , -NR^ SO.R ^ -CN. -NQ 2 , -NR^ R^, - 
NR sCf-COR^ -NR^Cr-OVCH O .OR., -NR g C(=OYCH 2 yR.. 
-OfCH^NRs Ro , or heterocycle fused to phenyl; 

R 1 is alkvl, arvl, arylalkyl, heterocvcle or heterocvclealkyl, each being 

optionally substituted with one to four substituents independently 
selected from R 3 , or R^ is halogen or hydroxy; 

R 5 . R^ and R 7 are the same or different and at each occurrence independently 
hydrogen, alkvl, arvL arvlalkvl, heterocvcle or heterocvclealkyl, 

wherein each of R 5 , R^ , and R 7 are optionally substituted with one to four 
substituents independently selected from R 3 ; and 

R 8 and Rp are the same or different and at each occurrence independently 

hydrogen, alkvl, arvl, arylalkyl, heterocvcle. or heterocvclealkyl, or R, 
and R^ taken together with the atom or atoms to which they are 
bonded form a heterocycle, wherein each of R 8 , Ro. and R 8 and Ro 
taken together to form a heterocycle are optionally substituted with 
one to four substituents independently selected from R 3 . 



74. (Amended) [The] A compound [of claim l , wherein 

(a) -A-R ( is phenyl, optionally substituted with one to four substituents 
independently selected from halogen, alkoxy, -NR 8 C(=0)R 9 , -C(=0)NR g R 9 , 
and -0(CH 2 ) A NR 8 R 9 , wherein b is 2 or 3; and 



(b) R 2 is 3-triazolyl or 5-tetrazolyl] having the structure: 




H 

-N 
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or a pharmaceuticallv acceptable salt thereof, wherein: 

-A-Rj is phenyl, optionally substituted with one to four substituents 

independently selected from halogen, alkoxv, -NR s C(=Q)Ro, -C(=Q)NR Q R^. 

and -OrCH . yNRg Ro; 

R 3 is 3-triazolvl or 5-tetrazolyl . 

a is 1, 2, 3, 4, 5 or 6; 

b is 2 or 3: 

c is at each occurrence 0, 1, 2, 3 or 4; 
d is at each occurrence 0, 1 or 2; 

R 3 is at each occurrence independently halogen, hydroxy, carboxv, alkyl, 
alkoxy, haloalkyl, acyloxv, thioalkvl, sulfinvlalkvl, sulfonylalkvl, 

hydroxyalkyl, aryl, substituted aryl, arylalkyl, substituted arvlalkyl, 
heterocycle, substituted heterocycle, heterocyclealkyl, substituted 
heterocyclealkyl, -C^O^ORo. -C(=C»Ro. -C(O^NR^ R. , -Cr=Q)NR 8 OR. , 
-S0 2 NR 6 Ro , -NR 5 SQ 2 R. , -CN, -NO,, -NR 8 R^ , -NR g C(=CnR. . 
-NR,C(=0¥CH 2 yORo , -NR g Cr=Q¥CH ? yR. , -Q(CH 2 \NR, Ro , or heterocycle 
fused to phenyl; 

R^ is alkyl, aryl, arylalkyl, heterocycle or heterocyclealkyl, each being 

optionally substituted with one to four substituents independently 
selected from R 3 , or R^ is halogen or hydroxy; 

R<, R^ and R „ are the same or different and at each occurrence independently 
hydrogen, alkvl, aryl, arylalkyl, heterocycle or heterocyclealkyl, 
wherein each of R 5 , R^ and R 7 are optionally substituted with one to 
four substituents independently selected from R ? ;and 

R^ and Ro are the same or different and at each occurrence independently 

hydrogen, alkyl, aryl, arylalkyl, heterocycle, or heterocyclealkyl, or R^ 
and Rq taken together with the atom or atoms to which they are 
bonded form a heterocycle, wherein each of R^. and R g and Ro 
taken together to form a heterocycle are optionally substituted with 
one to four substituents independently selected from R ? . 
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85. (Amended) [The] A compound [of claim 18 wherein R 4 is methyl, n-propyl ? 

isopropyl, 1-hydroxyethyl, 3-hydroxypropyl, methylaminomethyl, 
dimethylaminomethyl, l-(dimethylamino)ethyl, 1-pyrrolidinylmethyl 
or 2-pyrrolidinyl] having the structure: 



H 




or a pharmaceuticals acceptable salt thereof, wherein: 

A is a direct bond, -(CH 2 y. -(CH 2 yCH=CH(CH 3 V-, or -(CH^C=C(CH 2 ) C -: 
R x is arvL heteroarvl or heterocvcle fused to phenyl, each being optionally 

substituted with one to four substituents independently selected from 

R 2 is R 1 ; 

a is 1. 2. 3. 4. 5 or 6: 

b and c are the same or different and at each occurrence independently 

selected from 0. 1. 2. 3 or 4: 
d is at each occurrence 0. 1 or 2: 

is at each occurrence independently halogen, hydroxy, carboxv. alkvl. 
alkoxv. haloalkvl. acvloxv. thioalkvl. sulfinvlalkvl. sulfonvlalkvl. 
hvdroxvalkvl. arvl, substituted arvl. arvlalkvL substituted arvlalkvl. 
heterocvcle, substituted heterocvcle, heterocvclealkvl. substituted 
heterocvclealkvl, -C(=Q)OR ? , -C(=Q)R^ -CfO^NRg Rn. - 
C^O^NR^OR., -SO, NR 0 Rn , -NR ? SO, R. . -CN, -NQ 2 . -NRoR.. - 
NR ,Cf=C»R.. -NRoCr=Q¥CH 2 \OR.. -NR^OVCHA R.. 
-0(CH 2 )j ,NR g RQ , or heterocvcle fused to phenyl: 
R^ is 3-triazolvl. optionally substituted at its 5-position with: 
(a) methyl, n-propvl. isopropvl, 1 -hvdroxvethvl. 3-hvdroxvpropvl, 
methvlaminomethvl. dimethylaminomethyl, l-fdimethvlamino)ethvl. 1- 
pyrrolidinvlmethvl or 2-pvrrolidinvl: 
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R 5 , and R ^ are the same or different and at each occurrence independently 
hydrogen, alkyl, arvh arylalkyl, heterocycle or heterocvclealkvL 
wherein each of R 5 , and R 7 are optionally substituted with one to 
four substituents independently selected from R 3 ; and 

R g and Ro are the same or different and at each occurrence independently 

hydrogen, alkyl, aryl, arylalkyl, heterocycle, or heterocyclealkyl, or R, 
and Ro taken together with the atom or atoms to which thev are 
bonded form a heterocycle, wherein each of R 8 , Ro, and R 8 and R^ 
taken 

together to form a heterocycle are optionally substituted with one to four 
substituents independently selected from R 3 . 
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